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0.1 M HEPES buffer, pH 7.5, containing 10 mM MgCl 2 , 
2.5 mM phosphoenolpyruvate, 200 /xM NADH, 150 ixg/mL 
pyruvate kinase, 50 ixg/rtiL lactate dehydrogenase, and 
200 /jlM EGF receptor peptide. The EGF receptor 
5 peptide has the sequence KRELVEPLTPSGEAPNQALLR (SEQ 
ID NO: 3), and is a phosphoryl acceptor in the JNK3- 
catalyzed kinase reaction. The reaction was 
initiated by the addition of 10 mM ATP and the assay 
plate is inserted into the spectrophotometer's assay 

10 plate compartment that was maintained at 30°C. The 
decrease of absorbance at 340 nm was monitored as a 
function of time. The rate data as a function of 
inhibitor concentration was fitted to competitive 
inhibition kinetic model to determine the Ki . 

15 For selected compounds of this invention, 

activity in the JNK inhibition assay is shown in 
Table 8. Compounds having a Ki less than 0.1 
micromolar (|UM) are rated "A" , compounds having a Ki 
between 0.1 and 1 are rated "B" and compounds 

20 having a Ki greater than 1 (iM are rated "C" . 



Table 8. Activity in the JNK 3 Inhibition Assay. 
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; iia-1 
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IIA-2 




IIA-3 
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IIA-4 




IIA-5 
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IIA-6 
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IIA-7 
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IIA-8 


A/B 


IIA-9 
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IIA-1 0 
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IIA-1 1 
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IIA-1 2 


B/C 
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A 


IIA-33 
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